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—1. (thrice amended) A compound of formula I: 

R^SX?^ N(R2)-C-Q-CH^ OH 

R5 

where 

is selected from the groW consisting of alky 1, substituted alkyl, aryl, substituted 
aryl, cycloalkyl, substituted cycloalkyl, heterocyclic, substituted heterocylic, heteroaryl and 
substituted heteroaryl; 

and R^ together with the nitrcJgen atom bound to R^ and the carbon atom bound to 
R^ form a heterocyclic or a substituted heterocyclic group selected from the group 
consisting of thiazolidinyl, piperidinyl andV)yrrolidinyl wherein said substituted 
heterocylcic group consists of from 1 to 2 substituents selected from the group consisting of 
fluoro, methyl, hydroxyl, amino, phenyl, thioMienyl and thiobenzyl; 

R'* is selected from the group consisting of^lkyl, substituted alkyl, aryl, substituted 
aryl, heteroaryl, and substituted heteroaryl; 

R^ is selected from the group consisting of iso|Jt^opyl, -CH^X and =CH-X where X is 
selected from the group consisting of: 
hydrogen, 
hydroxyl, 
acylamino, 
alkyl, 
alkoxy, 
aryloxy, 
aryl, 

aryloxy aryl, 
carboxyl, 
carboxylalkyl, 
carboxyl-substituted alkyl, 
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rboxy 1-cy cloalkyl , 
carooxyl-substituted cy cloalkyl, 
carboxyiaryl, 
carboxyPsubstituted aryl, 
carboxylheteroaryl, 
carboxyl-subsdtuted heteroaryl, 
carboxy lhetero(^clic , 
carboxyl-substitute^ heterocyclic, 
cy cloalkyl, 
substimted alkyl 
substituted alkoxy, 
substituted aryl, 
substituted aryloxy, 
substituted aryloxyaryl, 
substituted cy cloalkyl, 
heteroaryl, 

substituted heteroaryl, 
heterocyclic, 

and substituted heterocyclic; 

wherein substituted aryl refers to aryl groups subkituted with from 1 to 3 substituents 
selected from the group consisting of hydroxy, acyl, acylai^ino, thiocarbonylamino, 
acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy ,\lkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, amidino, alkylamidino, thioamidin^, amino, aminoacyl, 
aminocarbonyloxy, aminocarbonylamino, aminothiocarbony lamina, cycloalkoxy, 
substituted cycloalkoxy, heteroaryloxy, substituted heteroaryloxy, heterocyclyloxy, 
substituted heterocyclyloxy, carboxyl, carboxylalkyl, carboxyl-substituted alkyl, carboxyl- 
cy cloalkyl, carboxyl-substituted cy cloalkyl, carboxyiaryl, carboxyl-substituted aryl, 
carboxylheteroaryl, carboxyl-substituted heteroaryl, carboxylheterocyclic, carboxyl- 
substituted heterocyclic, cyano, thiol, thioalkyl, substituted thioalkyl, thioaryl,\substituted 
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thioatyl, thioheteroaryl, substituted thioheteroaryl, thiocycloalkyl, substituted 
thiocyclbalkyl, thioheterocyclic, substituted thioheterocyclic, cycloalkyl, substituted 
cycloalkyU^guanidino, guanidinosulfone, halo, nitro, heteroaryl, substituted heteroaryl, 
heterocyclic, substituted heterocyclic, oxycarbonylamino, oxythiocarbonylamino, -S(0)2- 
alkyl, -S(0)2-subsHtuted alkyl, -S(0)2-cycloalkyl, -S(0)2-substituted cycloalkyl, -S(0)2- 
alkenyl, -S(0)2-subsntuted alkenyl, -S(0)2-aryl, -S(0)2-substituted aryl, -S(0)2-heteroaryl, 
-S(0)2-substituted heterOTryl, -S(0)2-heterocyclic, -S(0)2-substituted heterocyclic, -0S(0)2- 
alkyl, -0S(0)2-substituted aM^l, -0S(0)2-aryl, -0S(0)2-substituted aryl, -0S(0)2- 
heteroaryl, -OS(0)2-substituteaMjeteroaryl, -OS(0)2-heterocyclic, -0S(0)2-substituted 
heterocyclic, -OSO2-NRR where Ksis hydrogen or alkyl, -NRS(0)2-alkyl, -NRS(0)2- 
substituted alkyl, -NRS(0)2-aryl, -NK!^0)2-substituted aryl, -NRS(0)2-heteroaryl, 
-NRS(0)2-substituted heteroaryl, -NRS(0^-heterocyclic, -NRS(0)2-substituted heterocyclic, 
-NRS(0)2-NR-alkyl, -NRS(0)2-NR-substitirfbd alkyl, -NRS(0)2-NR-aryl, -NRS(0)2-NR- 
substituted aryl, -NRS(0)2-NR-heteroaryl, -NRS;fO)2-NR-substituted heteroaryl, -NRS(0)2- 
NR-heterocyclic, -NRS(0)2-NR-substituted heteroovclic where R is hydrogen or alkyl, 
mono- and di-alkylamino, mono- and di-(substituted ^kyl)amino, mono- and di-arylamino, 
mono- and di-substituted arylamino, mono- and di-hetero^ylamino, mono- and di- 
substituted heteroarylamino, mono- and di-heterocyclic amW), mono- and di-substituted 
heterocyclic amino, unsymmetric di-substituted amines havingSJifferent substituents 
selected from alkyl, substituted alkyl, aryl, substituted aryl, heteroaryl, substituted 
heteroaryl, heterocyclic and substituted heterocyclic and amino groups on the substituted 
aryl blocked by conventional blocking groups such as Boc, Cbz, formyL and the like or 
substituted with -SO2NRR where R is hydrogen or alkyl; and \ 

substituted heteroaryl refers to heteroaryl groups substituted with fronkl to 3 
substituents selected of hydroxy, acyl, acylamino, thiocarbonylamino, acyloxy^yalkyl, 
substituted alkyl, alkoxy, substituted alkoxy, alkenyl, substituted alkenyl, alkynyl^ 
substituted alkynyl, amidino, alkylamidino, thioamidino, amino, aminoacyl, \ 
aminocarbonyloxy, aminocarbonylamino, aminothiocarbonylamino, aryloxy, substitute^ 
aryloxy, cycloalkoxy, substituted cycloalkoxy, heteroaryloxy, substituted heteroaryloxy, \ 
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heterbcyclyloxy, substituted heterocyclyloxy, carboxyl, carboxylalkyl, carboxyl-substituted 
alkyl, ca!rt)oxyl-cycloalkyl, carboxyl-substituted cycloalkyl, carboxylaryl, carboxyl- 
substituted\ryl, carboxylheteroaryl, carboxyl-substituted heteroaryl, carboxylheterocyclic, 
ca^boxyl-subs^uted heterocyclic, cyano, thiol, thioalkyl, substituted thioalkyl, thioaryl, 
substituted thioa^, thioheteroaryl, substituted thioheteroaryl, thiocycloalkyl, substituted 
thiocycloalkyl, thioneterocyclic, substituted thioheterocyclic, cycloalkyl, substituted 
cycloalkyl, guanidino^^uanidinosulfone, halo, nitro, heterocyclic, substituted heterocyclic, 
oxycarbonylamino, oxythihcarbonylamino, -S(0)2-alkyl, -S(0)2-substituted alkyl, -S(0)2- 
cycloalkyl, -S(0)2-substituted\:ycloalkyl, -S(0)2-alkenyl, -S(0)2-substituted alkenyl, -S(0)2- 
aryl, -S(0)2-substituted aryl, -S(G02"heteroaryl, -S(0)2-substituted heteroaryl, -S(0)2- 
heterocyclic, -S(0)2-substituted hetetocyclic, -0S(0)2-alkyl, -0S(0)2-substituted alkyl, 
-0S(0)2-aryl, -0S(0)2-substituted aryl\oS(0)2-heteroaryl, -0S(0)2-substituted heteroaryl, 
-OS(0)2-heterocyclic, -OS(0)2-substitute(rtieterocyclic, -OSO2-NRR where R is hydrogen 
or alkyl, -NRS(0)2-alkyl, -NRS(0)2-substitutbd alkyl, -NRS(0)2-aryl, -NRS(0)2-substituted 
aryl, -NRS(0)2-heteroaryl, -NRS(0)2-substitutedvheteroaryl, -NRS(0)2-heterocyclic, 
-NRS(0)2-substituted heterocyclic, -NRS(0)2-NR-al^Yl, -NRS(0)2-NR-substituted alkyl, 
-NRS(0)2-NR-aryl, -NRS(0)2-NR-substituted aryl, ->«<S(0)2-NR-heteroaryl, -NRS(0)2- 
NR-substituted heteroaryl, -NRS(0)2-NR-heterocyclic, -NRS(0)2-NR-substituted 
heterocyclic where R is hydrogen or alkyl, mono- and di-alkyiamino, mono- and di- 
(substituted alkyl)amino, mono- and di-arylamino, mono- and dirsubstituted arylamino, 
mono- and di-heteroarylamino, mono- and di-substituted heteroarylamino, mono- and di- 
heterocyclic amino, mono- and di-substituted heterocyclic amino, unsymmetric di- 
substituted amines having different substituents selected from alkyl, subkituted alkyl, aryl, 
substituted aryl, heteroaryl, substituted heteroaryl, heterocyclic and substirated heterocyclic 
and amino groups on the substituted aryl blocked by conventional blocking groups such as 
Boc, Cbz, formyl, a nd the like or substituted with -SO2NRR where R is hydrogen or alkyl; 

with the proviso that when R^ is — CH-X then (H) is removed from the formula and 
X is not hydroxyl; \ 



' I I 



c 

G/nCt 
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is -C(X)NR^- wherein is selected from the group consisting of hydrogen and 
alkyl; an^>X is selected from the group consisting of oxygen and sulfur; 
or phaivmaceutically acceptable salts thereof. 

2. (thrice an^ended) A compound of formula I A below: 



where 




R^SOXN(R2)-C-Q-CH-C R6 

R5 



lA 



is selected from the group cohsisting of alkyl, substituted alkyl, aryl, substituted 



aryl, cycloalkyl, substituted cycloalkyl, 
substituted heteroaryl; 



^terocyclic, substituted heterocylic, heteroaryl and 



R^ and R^ together with the nitrogen atom bound to R^ and the carbon atom bound to 
R^ form a heterocyclic or a substituted heterocyclic group selected from the group 
consisting of thiazolidinyl, piperidinyl and pyrrolidihyl wherein said substituted 
heterocylcic group consists of from 1 to 2 substituents^elected from the group consisting of 
fluoro, methyl, hydroxyl, amino, phenyl, thiophenyl andi^iobenzyl; 

R"* is selected from the group consisting of alkyl, subs>\tuted alkyl, aryl, substituted 
aryl, heteroaryl, and substituted heteroaryl; 

R^ is selected from the group consisting of isopropyl, -CHj^ and =CH-X where X is 
selected from the group consisting of: 

hydrogen, 

hydroxyl, 

acylamino, 

alkyl, 

alkoxy, 

aryloxy. 
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c 



\aryl, 

aiA^loxyaryl, 
car\oxyl, 
carbo^lalkyl, 
carboxy^TSubstituted alkyl, 
carboxy l-cV:loalky 1 , 
carboxyl-subs^ituted cycloalkyl, 
carboxylaryl, 
carboxyl-substitutVl aryl, 
carboxylheteroaryl, 
carboxyl-substituted h^eroaryl, 
carboxy Iheterocy clic , 
carboxyl-substituted heterocyclic, 
cycloalkyl, 
substituted alkyl 
substituted alkoxy, 
substituted aryl, 
substituted aryloxy, 
substituted aryloxy aryl, 
substituted cycloalkyl, 
heteroaryl, 

substituted heteroaryl, 
heterocyclic, 

and substituted heterocyclic; 

wherein substituted aryl refers to aryl groups substituted, with from 1 to 3 substituents 
selected from the group consisting of hydroxy, acyl, acylainino,\diiocarbonylaniino, 
acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkeim, substituted alkenyl, 
alkynyl, substituted alkynyl, amidino, alkylamidino, thioamidino, arnmo, aminoacyl, 
ammocarbonyloxy, aminocarbonylamino, amino thiocarbonylamino, cyoloalkoxy. 
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)Stltut 



substmited cycloalkoxy, heteroaryloxy, substituted heteroaryloxy, heterocyclyloxy, 
substituted heterocyclyloxy, carboxyl, carboxylalkyl, carboxyl-substituted alkyl, carboxyl- 
cycloalkyl,\arboxyl-substituted cycloalkyl, carboxylaryl, carboxyl-substituted aryl, 
carboxylheterraryl, carboxyl-substituted heteroaryl, carboxylheterocyclic, carboxyl- 
substituted heterocyclic, cyano, thiol, thioalkyl, substituted thioalkyl, thioaryl, substituted 
thioaryl, thioheteroaryl, substituted thioheteroaryl, thiocycloalkyl, substituted 
thiocycloalkyl, thioheterocyclic, substituted thioheterocyclic, cycloalkyl, substituted 
cycloalkyl, guanidino, guaKidinosulfone, halo, nitro, heteroaryl, substituted heteroaryl, 
heterocyclic, substituted heterocyclic, oxycarbonylamino, oxythiocarbonylamino, -S(0)2- 
alkyl, -S(0)2-substituted alkyl, -Vo)2-cycloalkyl, -S(0)2-substituted cycloalkyl, -S(0)2- 
alkenyl, -S(0)2-substituted alkenyl,\S(0)2-aryl, -S(0)2-substituted aryl, -S(0)2-heteroaryl, 
-S(0)2-substituted heteroaryl, -S(0)2-n^erocyclic, -S(0)2-substituted heterocyclic, -0S(0)2- 
alkyl, -0S(0)2-substituted alkyl, -0S(0)2Vyl, -0S(0)2-substituted aryl, -0S(0)2- 
heteroaryl, -0S(0)2-substituted heteroaryl, -)S^(0)2-heterocyclic, -0S(0)2- substituted 
heterocyclic, -OSO2-NRR where R is hydrogenV alkyl, -NRS(0)2-alkyl, -NRS(0)2- 
substituted alkyl, -NRS(0)2-aryl, -NRS(0)2-substimted aryl, -NRS(0)2-heteroaryl, 
-NRS(0)2-substituted heteroaryl, -NRS(0)2-heterocycHc, -NRS(0)2-substituted heterocyclic, 
-NRS(0)2-NR-alkyl, -NRS(0)2-NR-substituted alkyl, -NkS(0)2-NR-aryl, -NRS(0)2-NR- 
substituted aryl, -NRS(0)2-NR-heteroaryl, -NRS(0)2-NR-sih^stituted heteroaryl, -NRS(0)2- 
NR-heterocyclic, -NRS(0)2-NR- substituted heterocyclic where^ is hydrogen or alkyl, 
mono- and di-alkylamino, mono- and di-(substituted alkyl)amino,\nono- and di-arylamino, 
mono- and di-substituted arylamino, mono- and di-heteroarylamino, mono- and di- 
substituted heteroarylamino, mono- and di-heterocyclic amino, mono- ahd di-substituted 
heterocyclic amino, unsymmetric di-substituted amines having different suostituents 
selected from alkyl, substituted alkyl, aryl, substituted aryl, heteroaryl, substrmted 
heteroaryl, heterocyclic and substituted heterocyclic and amino groups on the suostituted 
aryl blocked by conventional blocking groups such as Boc, Cbz, formyl, and the liJC^ or 
substituted with -SOjNRR where R is hydrogen or alkyl; and 
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I 



( 



Sl^^stituted heteroaryl refers to heteroaryl groups substituted with from 1 to 3 
substituents^lected of hydroxy, acyl, acylamino, thiocarbonylamino, acyloxy, alkyl, 
substituted alkyi^ alkoxy, substituted alkoxy, alkenyl, substituted alkenyl, alkynyl, 
substituted alkynyl^amidino, alkylamidino, thioamidino, amino, aminoacyl. 



i| aminocarbonyloxy, aiJ^nocarbonylamino, amino thiocarbonylamino, aryloxy, substituted 
(hp/\J aryloxy, cycloalkoxy, suD^ituted cycloalkoxy, heteroaryloxy, substituted heteroaryloxy, 

heterocyclyloxy, substituted\eterocyclyloxy, carboxyl, carboxylalkyl, carboxyl-substituted 
alkyl, carboxyl-cycloalkyl, carbhjcyl-substituted cycloalkyl, carboxylaryl, carboxyl- 
substituted aryl, carboxylheteroary\ carboxyl-substituted heteroaryl, carboxylheterocyclic, 
carboxyl-substituted heterocyclic, cyano, thiol, thioalkyl, substituted thioalkyl, thioaryl, 
substituted thioaryl, thioheteroaryl, substituted thioheteroaryl, thiocycloalkyl, substituted 
thiocycloalkyl, thioheterocyclic, substituted thioheterocyclic, cycloalkyl, substituted 
cycloalkyl, guanidino, guanidinosulfone, halo, nitro, heterocyclic, substituted heterocyclic, 
oxycarbonylamino, oxy thiocarbonylamino, -S(0)2\lkyl, -S(0)2-substituted alkyl, -S(0)2- 
cycloalkyl, -S(0)2-substituted cycloalkyl, -S(0)2-alke^vl, -S(0)2-substituted alkenyl, -S(0)2- 
aryl, -S(0)2-substituted aryl, -S(0)2-heteroaryl, -S(0)2-substituted heteroaryl, -S(0)2- 
heterocyclic, -S(0)2-substituted heterocyclic, -OS(0)2-alkyl\-OS(0)2-substituted alkyl, 
-0S(0)2-aryl, -0S(0)2-substituted aryl, -OS(0)2-heteroaryl, -0S(0)2-substituted heteroaryl, 
-OS(0)2-heterocyclic, -0S(0)2-substituted heterocyclic, -OSOj-NRR where R is hydrogen 
or alkyl, -NRS(0)2-alkyl, -NRS(0)2-substituted alkyl, -NRS(0)2-aryL -NRS(0)2-substituted 
aryl, -NRS(0)2-heteroaryl, -NRS(0)2-substituted heteroaryl, -NRS(0)2Vheterocyclic, 
-NRS(0)2-substituted heterocyclic, -NRS(0)2-NR-alkyl, -NRS(0)2-NR-sih)stituted alkyl, 
-NRS(0)2-NR-aryl, -NRS(0)2-NR-substituted aryl, -NRS(0)2-NR-heteroaryK -NRS(0)2- 
NR-substituted heteroaryl, -NRS(0)2-NR-heterocyclic, -NRS(0)2-NR-substitutfed 
heterocyclic where R is hydrogen or alkyl, mono- and di-alkylamino, mono- and\i- 
(substituted alkyl)amino, mono- and di-arylamino, mono- and di-substituted arylamltjo, 
mono- and di-heteroarylamino, mono- and di-substituted heteroarylamino, mono- and^i- 
heterocyclic amino, mono- and di-substituted heterocyclic amino, unsymmetric di- 
substituted amines having different substituents selected from alkyl, substituted alkyl, aryl,^ 



• I 
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c 



I 



substituted aryl, heteroaryl, substituted heteroaryl, heterocyclic and substituted heterocyclic 
and £uHjno groups on the substituted aryl blocked by conventional blocking groups such as 
Boc, Cbz>formyl, and the like or substituted with -SO2NRR where R is hydrogen or alkyl; 

e( with the^proviso that when is =CH-X then (H) is removed from the formula and 

'^f^ X is not hydroxyl^i 

R^ is selected ffh^n the group consisting of amino, alkoxy, substituted alkoxy, 
cycloalkoxy, substituted c^cloalkoxy, -O-(N-succininiidyl), -NH-adamantyl, -O-cholest-5- 
en-3-P-yl, -NHOY where Y l^lydrogen, alkyl, substituted alkyl, aryl, or substituted aryl, 
-NH(CH2)pCOOY where p is an i^eger of from 1 to 8 and Y is as defined above, 
-OCHjNR^R*^ where R^ is selected ffbm the group consisting of -C(0)-aryl and -C(0)- 
substituted aryl and R^° is selected from the group consisting of hydrogen and -CH2COOR^* 
where R'* is alkyl, and -NHSO2Z where Z is^kyl, substituted alkyl, cycloalkyl, substituted 
cycloalkyl, aryl, substituted aryl, heteroaryl, suD^ituted heteroaryl, heterocyclic or 
substituted heterocyclic; 

Q is -C(X)NR^- wherein R^ is selected from the grbup consisting of hydrogen and 
alkyl; and X is selected from the group consisting of oxygen^d sulfur; 
or pharmaceutically acceptable salts thereof 
with the proviso that 

when R^ is /7-methylphenyl, R^ and R^ are joined together with tlifeoiitrogen atom 
pendent to R^ and the carbon atom pendent to R^ to form a pyrrolidinyl rin^ R'^ is methyl, 
R^ is p-hydroxybenzyl then R^ is not r-butoxy. 



j7 ^ 12. (amended) The compound accdl'^liig to Claims 1 or 2 wherein R^ is selected 

/ from the group consisting of 4-methylbenzyl/4^1tydroxybenzyl, 4-methoxy benzyl, 4-t- 
k/ ^utoxybenzyl, 4-benzyloxybenzyl, 4-[(l)-CH(CH3)0-lfefe£izyl, 4-[(l)-CH(C00H)0-]-benzyl, 
' 4-[BocNHCH2C(0)NH-]benzyl, 4-chlorobenzyl, 4-[NH2Cli^O)NH-]benzyl, 

4-carboxybenzyl, 4-[CbzNHCH2CH2NH-]benzyl, 3-hydroxy-4-(^C(0)NH-)benzyl, 
4-[HOOCCH2CH2C(0)NH-]benzyl, benzyl, 4-[2'-carboxylphenoxy- 
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4-[(psC(0)NH-]benzyl, 3 -carboxy benzyl, 4-iodobenzyl, 4-hydroxy-3,5-diiodobenzyl, 4- 
hydroxWS-iodobenzyl, (j)-CH2CH2-, 4-nitroben2yl, 2-carboxy benzyl, 4-[dibenzylamino]- 
0 benzyl, 4-Rl'-cyclopropylpiperidin-4'-yl)-C(0)NH-]benzyl, 

n ^ • \ 

\^ 4-[-NHC(0)CI^2NHBoc]benzyl, 4-carboxybenzyl, 4-hydroxy-3-nitrobenzyl, 



0 



P-^4-[-NHC(0)CH(i: 
methyl, 4-[CH3( 



t3)NHBoc]benzyl, 4-[-NHC(0)CH(CH2(I))NHBoc]-benzyl, isobutyl, 
I-]benzyl, -CH2-(3-indolyl), «-butyl, ^butyl-0C(0)CH2-, 



fjpif^ r-butyl-OC(0)CH2CH2-\H2NC(0)CH2-, HzNCCOCHjCHz-, BocNH-(CH2)4-, 

r-butyl-OC(0)-(CH2)2-, HOOCCHj-, YiOOC{CYi^^-, HiNCCH^V, isopropyl, (1-naphthyl)- 
CH2-, (2-naphthyl)-CH2-, (2-tfik)phenyl)-CH2-, (t)-CH2-OC(0)NH-(CH2)4-, cyclohexyl- 
CH2-, benzyloxy-CH2-, HOCH2-N5-(3-N-benzyl)imidazolyl-CH2-, 2-pyridyl-CH2-, 
S-pyridyl-CHj-, 4-pyridyl-CH2-, 5-(>rN-methyl)imidazolyl-CH2-, N-benzylpiperid-4-yl- 
CH2-, N-Boc-piperidin-4-yl-CH2-, N-(pt^enyl-carbonyl)piperidin-4-yl-CH2-, H3CSCH2CH2-, 
1 -N-benzylimidazol-4-y I-CH2- , wo-propyPC(0)NH-(CH2)4- , /50-butyl-C(0)NH-(CH2)4- , 
phenyl-C(0)NH-(CH2)4-, benzyl-C(0)NH-(a^)4-, allyl-C(0)NH-(CH2)4-, 
4-(3-N-methyliniidazolyl)-CH2-, 4-imidazolyl, 4^CH3)2NCH2CH2CH2-0-]benzyl, 
4-[(benzyl)2N-] -benzyl, 4-aminobenzyl, allyloxy-C^)NH (€112)4-, 

allyloxy-C(0)NH(CH2)3-, allyloxy-C(0)NH(CH2)2-, NH2C(0)CH2-, <J)-CH = , 2-pyridyl- 
C(0)NH-(CH2)4-, 4-methylpyrid-3-yl-C(0)NH-(CH2)4-, \methylthien-2-yl-C(0)NH- 
(CH2)4-, 2-pyrrolyl-C(0)NH-(CH2)4-, 2-furanyl-C(0)NH-(CH2)4-. 4-methylphenyl-S02- 
N(CH3)CH2C(0)NH(CH2)4-, 4-[cyclopentylacetylenyl]-benzyl\4-[-NHC(0)-(N-Boc)- 
pyrrolidin-2-yl)]-benzyl- , 1 -N-methylimidazoI-4-y l-CHj- , 1 -N-methy limidazol-S-yl-CHj- , 
imidazol-5-yl-CH2-, 6-methylpyrid-3-yl-C(0)NH-(CH2)4-, 4-[-NHCCO)NHCH2CH2CH2-(t)]- 
benzyl, 4-[-NHC(0)NHCH2CH2-(j)]-benzyl, -CH2C(0)NH(CH2)4(I), 4-pWCH2)40-] -benzyl, 
4-[-C = C-(l)-4'(|)]-benzyl , 4-[-C = C-CH2-0-S(0)2-4'-CH3-(l)]-benzyl , 4-[-C = 
CH2NHC(0)NH2]-benzyl, 4-[-C = C-CH2-0-4'-COOCH2CH3-<t)]-benzyl , 4-[-(S;= C-CHCNHj)- 
cyclohexyl]-benzyl, -(CH2)4NHC(0)CH2-3-indolyl, -(CH2)4NHC(0)CH2CH2-3\dolyl, 
-(CH2)4NHC(0)-3-(5-methoxyindolyl), -(CH2)4NHC(0)-3-(l-methylindolyl), 
-(CH2)4NHC(0)-4-(-S02(CH3)-<t)) . -(CH2)4NHC(0)-4-(C(0)CH3)-phenyl, -(CH2)4NHX^(0)- 
4-fluorophenyl , -(CH2)4NHC(0)CH20-4-fluoropheny 1 , 4-[-C = C-(2-pyr idy 1)] -benzyl , 



U.S. Patent Application Serial No. 09/126,096 
Attorney Docket No. 00201 0-H? 

Page 12 



4-P^=C-CH2-0-phenyI]-benzyl, 4-[-C=C-CH20CH3]-benzyl, 4-[-C=C-(3-hydroxyphenyl)]- 
benzV 4-[-CHC-CH2-0-4'-(-C(0)OC2H5)phenyl]-benzyl, 4-[-C=C-CH2CH(C(0)OCH3)J- 
_ benzyl, i^[-C = C-CH2NH-(4 ,5-dihydro-4-oxo-5-phenyl-oxazol-2-y 1) , 3-aminobenzyl , 
4-[-C=C-C^l2CH( NHC(0)CH3)C(0)0H]-benzyl, -CH2C(0)NHCH(CH3)(J), 
p — ^-CH2C(b)NHCH2-(4-dimethylamino)-(|), -CH2C(0)NHCH2-4-nitrophenyl, 
jr) -CH2CH2C(0)N^H3)CH2-(J), -CH2CH2C(0)NHCH2CH2-(N-methyl)-2-pyrrolyl, 
-™C(0,NhWcH,CH„ -CH.CH.C(0,N„CH,CH,-3.„dc,y,, 
-CH2C(0)N(CH3)CHVienyI, -CH2C(0)NH(CH2)2-(N-metliyl)-2-pyrrolyl, 
-CH2C(0)NHCH2CH2Ck2CH3, -CH2C(0)NHCH2CH2-3-indolyl, 
-(CH2)2C(0)NHCH(CH3)^-(CH2)2C(0)NHCH2-4-dimethylaniinophenyl, 
-(CH2)2C(0)NHCH2-4-nitrop»enyl, -CH2C(0)NH-4-[-NHC(0)CH3-plienyl] , 
-CH2C(0)NH-4-pyridyl, -CH2C0O)NH-4-[dimethylaminophenyl] , 
-CH2C(0)NH-3-methoxyphenyl, -CH2CH2C(0)NH-4-chlorophenyl, 
-CH2CH2C(0)NH-2-pyridyl, -CH2CH^(0)NH-4-metlioxyphenyl, 
-CH2CH2C(0)NH-3-pyridyl, 4-[(CH3)2N^2CH20-]-benzyl, 
-(CH2)3NHC(NH)NH-S02-4-methylphenyl\-[(CH3)2NCH2CH20-]-benzyl, 
-(CH2)4NHC(0)NHCH2CH3, -(CH2)4NHC(0)kH-phenyl, 
-(CH2)4NHC(0)NH-4-methoxyphenyl, 4-[4'-pyrUiYl-C(0)NH-]-benzyl, 
4-[3'-pyridyl-C(0)NH-]-benzyI, 4-[-NHC(0)NH-3'Viethylphenyl]-benzyl, 
4-[-NHC(0)CH2NHC(0)NH-3'-methylphenyl]-benzylS4-[-NHC(0)-(2',3'-dihydroindol-2- 
yl)]-benzyl, 4-[-NHC(0)-(2',3'-dihydro-N-Boc-indol-2-y^l-benzyl, p-[-OCH2CH2-l'-(4'- 
pyrimidinyl)-piperazinyl] -benzyl, 4-[-OCH2CH2-(l '-piperidWyl)]-benzyl, 4-[-OCH2CH2-(l '- 
pyrrolidinyl)]-benzyl, 4-[-OCH2CH2CH2-(l '-piperidinyl)]-benWl-, -CH2-3-(l ,2,4-triazolyl), 
4-[-OCH2CH2CH2-4-(3'-chlorophenyl)-piperazin-l-yl]-benzyl, 4VoCH2CH2N((|))CH2CH3]- 
benzyl, 4-[-OCH2-3'-(N-Boc)-piperidinyl]-benzyl, 4- [di-n-pentylamjjio] -benzyl, 4-[rt- 
penty lamino] -benzyl , 4- [di- wo-propy lamino-CH2CH20-] -benzyl , 4- [-0(CH2CH2-(N- 
morpholinyl)]-benzyl, 4-[-0-(3 '-(N-Boc)-piperidinyl]-benzyl, 
4-[-OCH2CH(NHBoc)CH2cyclohexyI]-benzyl,/7-[OCH2CH2-(N-piperidinyl]-benzyl, 
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4-[-OCH2CH2CH2-(4-/n-chlorophenyl)-pipera2in-l-yl]-benzyl, 4-[-OCH2CH2-(N- 
homopiperidinyl)-benzyl, 4-[-NHC(0)-3 '-(N-Boc)-piperidinyl]-benzyl, 



n ° 4-[-OCH2CH^(benzyl)J-benzyl, -CH2-2-thiazolyl, 3-hydroxybenzyl, 
^-[-OCH2CH2C 

^-"^^ benzyl, 4-[N-n-butyl,N\-pentylaniino-]benzyl, 4-[-NHC(0)-4'-piperidinyl]benzyl, 



(CH3)2]-benzyl, 4-[-NHC(S)NHCH2CH2-(N-morpholino)]-benzyl, 
4-[-OCH2CH2N(C2fiOJ-benzyl, 4-[-OCH2CH2CH2N(C2H5)2]-benzyl, 4-[CH3(CH2)4NH-]- 



4-[-NHC(0)CH(NHBoc)(Gp2)4NHCbz]-benzyl, 4-[-NHC(0)-(l',2',3',4'-tetrahydro-N- 
Boc-isoquinolin- 1 ' -y 1] -benzy Hsp- [-OCHzCHjCHj- 1 ' -(4 ' -methyl)-piperaziny 1] -benzyl , 
-(CH2)4NH-Boc, 3-[-OCH2CH2CH2N(CH3)2]-benzyl, 4-[-OCH2CH2CH2N(CH3)J-benzyl, 

3- [-OCH2CH2-(l'-pyrrolidinyl)]-beWl, 4-[-OCH2CH2CH2N(CH3)benzyl]-benzyl, 

4- [-NHC(S)NHCH2CH2CH2-(N-morpWno)]-benzyl, 4-[-OCH2CH2-(N-morpholino)]- 
benzyl , 4-[-NHCH2-(4 ' -chlorophenyl)] -bd^zyl , 4-[-NHC(0)NH-(4 ' -cyanopheny 1)] -benzyl, 
4-[-OCH2COOH]-benzyl, 4- [-OCHjCOO-f-Wyl] -benzyl, 4-[-NHC(0)-5'-fluoroindol-2-yl]- 
benzyl, 4-[-NHC(S)NH(CH2)2-l-piperidinyl]-b^zyl, 4-[-N(S02CH3)(CH2)3-N(CH3)2]- 
benzyl, 4-[-NHC(0)CH2CH(C(0)OCH2(l))-NHCb^-benzyl, 4-[-NHS(0)2CF3]-benzyl, 

3- [-0-(N-methylpiperidin-4'-yl]-benzyl, 4-[-C( = NimH2] -benzyl, 4-[-NHS02-CH2Cl]- 
benzyl , 4- [-NHC(0)-( 1 ' , 2 ' , 3 ' , 4 ' -tetrahydroisoquinolin\' -y 1] -benzyl , 

4- [-NHC(S)NH(CH2)3-N-morpholino]-benzyl, 

4-[-NHC(0)CH(CH2CH2CH2CH2NH2)NHBoc]-benzyl, 4-[-C^)NH2]-benzyl, 
4-[-NHC(0)NH-3 '-methoxyphenyl] -benzyl, 4-[-OCH2CH2-indol^3 '-yl]-benzyl, 
4-[-OCH2C(0)NH-benzyl]-benzyl, 4-[-OCH2C(0)0-benzyl]-benzjH, 4-[-OCH2C(0)OH]- 
benzyl, 4-[-OCH2-2'-(4',5'-dihydro)imidazolyl]-benzyl, -CH2C(0)NkCH2-(4- 
diniethylamino)phenyl, -CH2C(0)NHCH2-(4-dimethylamino)phenyl, 4VnHC(0)-L-2'- 
pyrrolidinyl-N-S02-4'-methylphenyl]-benzyl, 4-[-NHC(O)NHCH2CH2Ce0-benzyl, [4- 
aminobenzylj-benzyl, 4-[-OCH2CH2-l-(4-hydroxy-4-(3-methoxypyrrol-2-yl)«)iperazinyl]- 
benzyl, 4-[-0-(N-methylpiperidin-4'-yl)]-benzyl, 3-niethoxybenzyl, 4-[-NHC(0)-piperidin- 
3'-yl]-benzyl, 4-[-NHC(0)-pyridin-2'-yl]-benzyl, 4-[-NHCH2-(4'-clilorophenyl)]\benzyl, 
4-[-NHC(0)-(N-(4'-CH3-(t)-S02)-L-pyrrolidin-2'-yl)]-benzyl, 
4-[-NHC(0)NHCH2CH2-(|)]-benzyl, 4-[-OCH2C(0)NHJ-benzyl, 
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4-[^CH2C(0)NH-r-butyl]-benzyl, 4-[-OCH2CH2-l-(4-liydroxy-4-phenyl)-piperidinyl]- 

p ben^4-[-NHS02-CH = CHJ-benzyl, 4-[-NHS02-CH2CH2Cl]-benzyl, 

-CH2C(h0NHCH2CH2N(CH3)2, 4-[(l '-Cbz-piperidin-4'-yl)C(0)NH-]benzyl, 4-[(l '-Boc- 
^ piperidin-Vyl)C(0)NH-]benzyl, 4-[(2'-bromophenyl)C(0)NH-]benzyl, 4-[-NHC(0)- 
^ pyridin-4'-yl]Vbenzyl, 4-[(4'-(CH3)2NC(0)0-)phenyl)-C(0)NH-]benzyl, 
4-[-NHC(0)-l '-i^ethylpiperidin-4'-yi-]benzyl, 4-(dimethylaniino)benzyl, 



L'-N^c 



4-[-NHC(0)-(l'-NiBoc)-piperidin-2'-yl]-benzyl, 3-[-NHC(0)-pyridin-4'-yl]-benzyl, 
4-[(rerr-butyl-0(0)CC^2-0-benzyl)-NH-]benzyl, [BocNHCH2C(0)NH-]butyl, 4-benzyl- 
benzyl, 2-hydroxyethyl\i-[(Et)2NCH2CH2CH2NHC(S)NH-]benzyl, 4-[(l'-Boc-4'- 
hydroxypyrrolidin-2'-yl)C0O)NH-]benzyl, 4-[(I)CH2CH2CH2NHC(S)NH-]benzyl, 
4-[(perhydroindolin-2'-yl)C((^NH-]benzyl, 2-[4-hydroxy-4-(3-methoxythien-2-yl)piperidin- 
l-yl]ethyl, 4-[(l '-Boc-perhydroadolin-2'-yl)-C(0)NH-]benzyl, 4-[N-3-methylbutyl-N- 
trifluoromethanesulfonyl)aInino]-bek^2yl, 4-[A'^vinylsulfonyl)amino]benzyl-, 4-[2-(2- 
azabicyclo[3 . 2 . 2]octan-2-yl)ethy l-0-]»wi2y 1 , 4-[4 '-hydroxypyrrolidin-2 ' -y 1)C(0)NH- 
]benzyl, 4-((t)NHC(S)NH)benzyl, 4-(EtNHC(S)NH)benzyl,4-((|)CH2NHC(S)NH)benzyl, 

3- [(l'-Boc-piperidin-2'-yl)C(0)NH-]benzylS3-[piperidin-2'-yl-C(0)NH-]benzyl, 4-[(3'- 
Boc-thiazolidin-4'-yl)C(0)NH-]benzyl, 4-(pyrKiin-3'-yl-NHC(S)NH)benzyl, 4-(CH3- 
NHC(S)NH)benzyl-, 4-(H2NCH2CH2CH2C(0)NH)benzyl, 

4- (BocHNCH2CH2CH2C(0)NH)benzyl, 4-(pyridin\;-yl-CH2NH)benzyl , 4-[(iV, A^-di(4-MAr- 
dimethylamino)benzyl)aniino]benzyl, 4-[(l-Cbz-piperiain-4-yl)C(0)NH-]butyl, 
4-[(|)CH20CH2(BocHN)CHC(0)NH]benzyl, 4-[(piperidiX4'-yl)C(0)NH-]benzyl, 
4-[(pyrrolidin-2'-yl)C(0)NH-]benzyl, 4-(pyridin-3'-yl-C(oVH)butyl, 4-(pyridin-4'-yl- 
C(0)NH)butyl, 4-(pyridin-3 '-yl-C(0)NH)benzyl, 4-[CH3NHai2CH2CH2C(0)NH-]benzyl, 
4-[CH3N(Boc)CH2CH2CH2C(0)NH-]benzyl, 4-(aminomethyl)beriso'l, 
4-[(l)CH20CH2(H2N)CHC(0)NH]benzyl, 4-[(l',4'-di(Boc)piperazin^'-yl)- 
C(0)NH-]benzyl, 4-[(piperazin-2'-yl)-C(0)NH-]benzyl, 4-[(A^-toluenegulfonylpyrrolidin-2'- 
yl)C(0)NH-]butyl, 4-[-NHC(0)-4'-piperidinyl]butyl, 4-[-NHC(0)-l'-N-Boc-piperidin-2'- 
yl]-benzyl, 4-[-NHC(0)-piperidin-2'-yl]-benzyl, 4-[(l '-N-Boc-2',3'-dihydrtfindolin-2'-yl)- 
C(0)NH]-benzyl, 4-(pyridin-3'-yl-CH2NH)benzyl, 4-[(l '-Cbz-piperidin-4'-yl)k(0)NH- 
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]ben^l, 4-[(piperidin-l'-yl)C(0)CH2-0-]benzyl, 4-[(CH3)2CH)2NC(0)CH2-0-]ben2yl, 4- 
[HO(oX(Cbz-NH)CHCH2CH2-C(0)NH-]benzyl, 4-[(J)CH20(0)C(Cbz-NH)CHCH2CH2- 
C(0)NH-]&^nzyl, 4-[-NHC(0)-2'-methoxyphenyl]-benzyl, 

4-[(pyrazin-2'Vl)C(0)NH-]benzyl, 4-[HO(0)C(NH2)CHCH2CH2-C(0)NH-]benzyl, 4-(2'- 
formyl-l ' ,2' ,3 ' ,4Srtetrahydroisoquinolin-3 '-yl-CH2NH-)benzyl, A^-Cbz-NHCHj-, 
4-[(4'-methylpiper^-l'-yl)C(0)0-]benzyl, 4-[CH3(N-Boc)NCH2C(0)NH-]benzyl, 
4-[-NHC(0)-( 1 ' ,2' ,3 ' ,4Srtetrahydro-N-Boc-isoquinolin-3 '-yl]-benzyl , 
4-[CH3NHCH2C(0)NH-]b^yl, (CH3)2NC(0)CH2-, 4-(7V-methylacetamido)ben2yl, 
4-(l',2',3',4'-tetrahydroisoqihnolin-3'-yl-CH2NH-)benzyl, 4-[(CH3)2NHCH2C(0)NH- 
]ben2yl, (l-toluenesulfonyliniidikol-4-yl)methyl, 4-[(r-Boc-piperidin-4'-yl)C(0)NH- 
]benzyl, 4-trifluoromethylbeiizyl, 'fsr(2'-bromophenyl)C(0)NH-]benzyl, 
4-[(CH3)2NC(0)NH-]benzyl, 4-[CH30C(0)NH-]benzyl, 4-[(CH3)2NC(0)0-]benzyl, 
4-[(CH3)2NC(0)N(CH3)-]benzyl, 4-[CH^C(0)N(CH3)-]benzyl, 

4-(A'^methyltrifluoroacetamido)benzyl, 4-[(V-methoxycarbonylpiperidin-4'-yl)C(0)NH- 
]benzyl, 4-[(4'-phenylpiperidin-4'-yl)C(0)NHmbenzyl, 
4-[(4'-phenyl-l'-Boc-piperidin-4'-yl)-C(0)NH-]Benzyl, 4-[(piperidin-4'-yl)C(0)0-]benzyl, 
4-[(l '-methylpiperidin-4'-yl)-0-]benzyl, 4-[(l '-me«Wlpiperidin-4'-yl)C(0)0-]benzyl, 
4-[(4'-methylpiperazin-l'-yl)C(0)NH-]benzyl, 3 -[(CH02NC(0)0-] benzyl, 4-[(4'-phenyl-l'- 
Boc-piperidin-4'-yl)-C(0)0-]benzyl, 4-(A'-toluenesulfonyiamino)benzyl, 
4-[(CH3)3CC(0)NH-]benzyl, 4-[(morpholin-4'-yl)C(0)NH- 
4-[(CH3CH2)2NC(0)NH-]benzyl, 4-[-C(0)NH-(4'-piperidinyl)]benzyl, 
4-[(2'-trifluoromethylphenyl)C(0)NH-]benzyl, 4-[(2'-methylpheiwl)C(0)NH-]benzyl, 
4-[(CH3)2NS(0)20-]benzyl, 4-[(pyrrolidin-2'-yl)C(0)NH-]benzyl, 4r[-NHC(0)-piperidin- 
r-yl]benzyl, 4-[(thiomorpholin-4'-yl)C(0)NH-]benzyl, 4-[(thiomorpnolin-4'-yl sulfone)- 
C(0)NH-]benzyl, 4-[(morpholin-4'-yl)C(0)0-]benzyl, 3-nitro-4-(CH30(S;(0)CH20-)benzyl, 
(2-benzoxazolinon-6-yl)methyl-, (2//-l,4-benzoxazin-3(4f0-one-7-yl)methyl-, 
4-[(CH3)2NS(0)2NH-]benzyl, 4-[(CH3)2NS(0)2N(CH3)-]benzyl. 4-[(thiomorp^lin-4'- 
yl)C(0)0-]benzyl, 4-[(thiomorpholin-4'-yl sulfone)-C(0)0-]benzyl. 
4-[(piperidin-l'-yl)C(0)0-]benzyl, 4-[(pyrrolidin-l'-yl)C(0)0-]benzyl, 
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c 



4^^R4<;methylpiperazm-r-yl)C(0)0-]benzyl, 4-[(2'-methylpyrrolidin-r-yl)-, 
(pyridin-^^Jmethyl-, 4-[(piperazin-4'-yl)-C(0)0-]benzyl, 
4-[(l'-Boc-piperaiH;-4'-yl)-C(0)0-]benzyl, 4-[(4'-acetylpiperazin-l'-yl)C(0)0-]benzyl, /?- 



[(4 ' -methanesulfony Ipip^F^in- 1 ' -y l)-benzy 1 , 3-nitro-4- [(morpholin-4 ' -y 1)-C(0)0-] benzyl , 
4-{[(CH3)2NC(S)]2N-}benzyir5V^c-2-aminoethyl-, 4-[(l , l-dioxothioinorpholin-4-yl)- 
C(0)0-]ben2yl, 4-[(CH3)2NS(0)2-]behxj(l^ '-yl)C(0)0-]ben2yl, 1-N-benzyl- 

imidazol-4-yl-CH2-, 3 ,4-dioxyethylenebenz^4v3,4-dioxymethylenebenzyl, 4-[- 
N(S02)(CH3)CH2CH2CH2N(CH3)Jbenzyl, 4-[NmS<Q)CH(CH2CH2CH2CH2NH2)NHBoc]- 
benzyl, [2'-[4"-hydroxy-4"-(3 ' ' '-methoxythien-2' ' '-yl^iI>e^idin-2''-yl]ethoxy]benzyl^ and 
/?-[(CH3)2NCH2CH2N(CH3)C(0)0-]ben2yL 





16. (thricfes^amended) A pharmaceutical composition comprising a pharmaceutically 
acceptable carrier and a therapeutically effective amount of a compound of the formula: 



R'-S02-N(R^)-C- 

I 

where 

R^ is selected from the group consisting of^^fclkyl, substituted alkyl, aryl, substituted 
aryl, cycloalkyi, substituted cycloalkyl, heterocyclic ^s^lbstituted heterocylic, heteroaryl and 
substituted heteroaryl; 

R^ and R^ together with the nitrogen atom bound to R^'^d the carbon atom bound to 
R^ form a heterocyclic or a substituted heterocyclic group selectecls^om the group 
consisting of thiazolidinyl, piperidinyl and pyrrolidinyl wherein said substituted 
heterocylcic group consists of from 1 to 2 substituents selected from the gi;pup consisting of 
fluoro, methyl, hydroxyl, amino, phenyl, thiophenyl and thiobenzyl; 

R"^ is selected from the group consisting of alkyl, substituted alkyl, aryl, siibstituted 
aryl, heteroaryl, and substituted heteroaryl; 
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c 



is selected from the group consisting of isopropyl, -CHjX and =CH-X where X is 
selected ft;pm the group consisting of: 
hydrog^, 
hydroxy^ 
acylamino, 
alkyl, 
alkoxy, 
aryloxy, 
aryl, 

aryloxyaryl, 
carboxyl, 
carboxylalkyl, 
carboxyl-substituted alkyl, 
carboxyl-cycloalkyl, 
carboxyl-substituted cycloalkyl, 
carboxylaryl, 
carboxyl-substituted aryl, 
carboxy Iheteroary 1 , 
carboxyl-substituted heteroaryl, 
carboxy Iheterocyclic , 
carboxyl-substituted heterocyclic, 
cycloalkyl, 
substituted alkyl 
substituted alkoxy, 
substituted aryl, 
substituted aryloxy, 
substituted aryloxyaryl, 
substituted cycloalkyl, 
heteroaryl. 



t r 
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substituted heteroaryl, 
heterocyclic, 

and subshmted heterocyclic; 

wherem suMdtuted aryl refers to aryl groups substituted with from 1 to 3 substituents 
selected from the groito consisting of hydroxy, acyl, acylamino, thiocarbonylamino, 
,_^nacyloxy, alkyl, substituteJialkyl, alkoxy, substituted alkoxy, alkenyl, substituted alkenyl, 
^^^^ alkynyl, substituted alkynyl/^nidino, alkylamidino, thioamidino, amino, aminoacyl, 
aminocarbonyloxy, aminocarbonylamino, aminothiocarbonylamino, cycloalkoxy, 
substituted cycloalkoxy, heteroaryR^xy, substituted heteroaryloxy, heterocyclyloxy, 
substituted heterocyclyloxy, carboxyl\arboxylalkyl, carboxyl-substituted alkyl, carboxyl- 
cycloalkyl, carboxyl-substituted cycloalky^. carboxylaryl, carboxyl-substituted aryl, 
carboxylheteroaryl, carboxyl-substituted het^oaryl, carboxylheterocyclic, carboxyl- 
substituted heterocyclic, cyano, thiol, thioalkyl>substituted thioalkyl, thioaryl, substituted 
thioaryl, thioheteroaryl, substituted thioheteroaryl/vfliiocycloalkyl, substituted 
thiocycloalkyl, thioheterocyclic, substituted thioheterocyclic, cycloalkyl, substituted 
cycloalkyl, guanidino, guanidinosulfone, halo, nitro, hew;roaryl, substituted heteroaryl, 
heterocyclic, substituted heterocyclic, oxycarbonylamino, OTy thiocarbonylamino, -8(0)2- 
alkyl, -S(0)2-substituted alkyl, -S(0)2-cycloalkyl, -S(0)2-substtmted cycloalkyl, -8(0)2- 
alkenyl, -8(0)2- substituted alkenyl, -S(0)2-aryl, -8(0)2-substituteil aryl, -8(0)2-heteroaryl, 
-S(0)2-substituted heteroaryl, -S(0)2-heterocyclic, -S(0)2-substituteckheterocyclic, -0S(0)2- 
alkyl, -08(0)2-substituted alkyl, -08(0)2-aryl, -08(0)2-substituted aryL -08(0)2- 
heteroaryl, -0S(0)2-substituted heteroaryl, -OS(0)2-heterocyclic, -OS(0)Vsubstituted 
heterocyclic, -O8O2-NRR where R is hydrogen or alkyl, -NRS(0)2-alkyl, -NKS(0)2- 
substituted alkyl, -NR8(0)2-aryl, -NRS(0)2-substituted aryl, -NR8(0)2-hetero^l, 
-NR8(0)2-substituted heteroaryl, -NR8(0)2-heterocyclic, -NRS(0)2-substituted heterocyclic, 
-NR8(0)2-NR-alkyl, -NRS(0)2-NR-substituted alkyl, -NR8(0)2-NR-aryl, -NR8(OWR- 
substituted aryl, -NR8(0)2-NR-heteroaryl, -NRS(0)2-NR-substituted heteroaryl, -NRSto)2- 
NR-heterocyclic, -NRS(0)2-NR-substituted heterocyclic where R is hydrogen or alkyl, \ 
mono- and di-alkylamino, mono- and di-(substituted alkyl)amino, mono- and di-arylamino,\ 
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moHo- and di-substituted arylamino, mono- and di-heteroarylamino, mono- and di- 
substituted heteroarylamino, mono- and di-heterocyclic amino, mono- and di-substituted 
heterocyclibsamino, unsymmetric di-substituted amines having different substituents 
selected from^kyl, substituted alkyl, aryl, substituted aryl, heteroaryl, substituted 
heteroaryl, heterocyclic and substituted heterocyclic and amino groups on the substituted 
aryl blocked by conveilttional blocking groups such as Boc, Cbz, formyl, and the like or 
substituted with -SOjNRRSvhere R is hydrogen or alkyl; and 

substituted heteroaryl refers to heteroaryl groups substituted with from 1 to 3 
substituents selected of hydroxy ,\cyl, acylamino, thiocarbonylamino, acyloxy, alkyl, 
substituted alkyl, alkoxy, substituteoSalkoxy, alkenyl, substituted alkenyl, alkynyl, 
substituted alkynyl, amidino, alkylamidhio, thioamidino, amino, aminoacyl, 
aminocarbonyloxy, aminocarbonylamino,^ninothiocarbonylamino, aryloxy, substituted 
aryloxy, cycloalkoxy, substituted cycloalkoxy\heteroaryloxy, substituted heteroaryloxy, 
heterocyclyloxy, substituted heterocyclyloxy, cansipxyl, carboxylalkyl, carboxyl-substituted 
alkyl, carboxyl-cycloalkyl, carboxyl-substituted cycrMlkyl, carboxylaryl, carboxyl- 
substituted aryl, carboxylheteroaryl, carboxyl-substituted heteroaryl, carboxylheterocyclic, 
carboxyl-substituted heterocyclic, cyano, thiol, thioalkyl, substituted thioalkyl, thioaryl, 
substituted thioaryl, thioheteroaryl, substituted thioheteroarylVthiocycloalkyl, substituted 
thiocycloalkyl, thioheterocyclic, substituted thioheterocyclic, cy^oalkyl, substituted 
cycloalkyl, guanidino, guanidinosulfone, halo, nitro, heterocyclic ,^^bstituted heterocyclic, 
oxycarbonylamino, oxy thiocarbonylamino, -S(0)2-alkyl, -S(0)2-subsnUited alkyl, -S(0)2- 
cycloalkyl, -S(0)2-substituted cycloalkyl, -S(0)2-alkenyl, -S(0)2-substitih£d alkenyl, -S(0)2- 
aryl, -S(0)2-substituted aryl, -S(0)2-heteroaryl, -S(0)2-substituted heteroam, -S(0)2- 
heterocyclic, -S(0)2-substituted heterocyclic, -0S(0)2-alkyl, -0S(0)2-substituted alkyl, 
-0S(0)2-aryl, -0S(0)2-substituted aryl, -OS(0)2-heteroaryl, -OS(0)2-substitutedVheteroaryl, 
-OS(0)2-heterocyclic, -0S(0)2-substituted heterocyclic, -OSOj-NRR where R is hydrogen 
or alkyl, -NRS(0)2-alkyl, -NRS(0)2-substituted alkyl, -NRS(0)2-aryl, -NRS(0)2-sub^tituted 
aryl, -NRS(0)2-heteroaryl, -NRS(0)2-substituted heteroaryl, -NRS(0)2-heterocyclic, 
-NRS(0)2-substituted heterocyclic, -NRS(0)2-NR-alkyl, -NRS(0)2-NR-substituted alkyl, 
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-NRSlMD)2-NR-aryl, -NRS(0)2-NR-substituted aryl, -NRS(0)2-NR-heteroaryl, -NRS(0)2- 
NR-subshmted heteroaryl, -NRS(0)2-NR-heterocyclic, -NRS(0)2-NR-substituted 
heterocyclicNyhere R is hydrogen or alkyl, mono- and di-alkylamino, mono- and di- 
(substituted alkyiiamino, mono- and di-arylamino, mono- and di-substituted arylamino. 



mono- and di-heteroarylainino, mono- and di-substituted heteroarylamino, mono- and di- 



'W^-^^ heterocyclic amino, mo^io- and di-substituted heterocyclic amino, unsymmetric di- 
substituted amines having^^ifferent substituents selected from alkyl, substituted alkyl, aryl, 
substituted aryl, heteroaryl, s^^bstituted heteroaryl, heterocyclic and substituted heterocyclic 
and amino groups on the substituted aryl blocked by conventional blocking groups such as 
Boc, Cbz, formyl, and the like or s^stituted with -SO2NRR where R is hydrogen or alkyl; 

with the proviso that when is \ CH-X then (H) is removed from the fc>rmula and 
X is not hydroxyl; 

R^ is selected from the group consistiiis of 2,4-dioxo-tetrahydrofuran-3-yl (3,4-enol), 
hydroxyl, amino, alkoxy, substituted alkoxy, cycloalkoxy, substituted cycloalkoxy, 
-O-(N-succinimidyl), -NH-adamantyl, -0-cholest-5sen-3-P-yl, -NHOY where Y is 
hydrogen, alkyl, substituted alkyl, aryl, or substituteoSaryl, -NH(CH2)pCOOY where p is an 
integer of from 1 to 8 and Y is as defined above, -OCHjr^^R*^ where R^ is selected from 
the group consisting of -C(0)-aryl and -C(0)-substituted aryl and R^^ is selected from the 
group consisting of hydrogen and -CHjCOOR*^ where R*^ is aikyl, and -NHSOjZ where Z 
is alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, aryl\substituted aryl, 
heteroaryl, substituted heteroaryl, heterocyclic or substituted heteroq/clic; 

Q is -C(X)NR^- wherein R^ is selected from the group consistingx^f hydrogen and 
alkyl; and X is selected from the group consisting of oxygen and sulfur; 

or pharmaceutically acceptable salts thereof 

with the proviso that 

when R^ is /^-methylphenyl, R^ and R^ are joined together with the nitrogen \tom 
pendent to R^ and the carbon atom pendent to R^ to form a pyrrolidinyl ring, R'* is mraiyl, 
R^ is p-hydroxybenzyl then R^ is not /-butoxy. ^ 
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22. (amended) A compound selected from the group consisting of: 
N-(toluene-4-sulfonyl)-L-a-methylprolyl-L-phenylalanine; 

N-(toluene-4-sulfonyl)-L-a-methylprolyl-L-4-(isonicotinamido)phenylalanine methyl 
ester; 

N-(toluene-4-sulfonyl)-L-a-methylprolyl-L-4-(isonicotinamido)phenylalanine; 

A/-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(l-methylpiperidin-4-oxy)phenylalanine 
ethyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(l-methylpiperidin-4-oxy)phenylalanine; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(4-methylpiperazin-l-carbonyloxy)phenyl- 
alanine r^rT-butyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(A^,A^-dimethylcarbamyloxy)phenyl-alanine 
tert-hutyl ester; 

A?^(toluene-4-sulfonyl)-a-methylprolyl-L-4-(4-methylpiperazin-l-carbonyloxy)phenyl- 
alanine; 

A^(toluene-4-sulfonyl)-a-methylprolyl-L-tyrosine r^rr-butyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(N,A^-dimethylcarbamyloxy)phenylalanine; 

A/^(toluene-4-sulfonyl)-a-methylprolyl-L-4-(morpholin-4-ylcarbonyloxy)phenyl- 
alanine tert-hutyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(morpholin-4-ylcarbonyloxy)phenyl- 
alanine; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-D-tyrosine tert-hutyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-(morpholin-4-ylcarbonyloxy)phenyl- 
alanine l-(trimethyacetoxy)methyl ester; 

A^-(toluene-4-sulfony l)-a-methy Iproly l-L-4- [N-(2-(N ' , N ' -dime thy laniino)ethy 1)-N- 
methylcarbamyloxy]phenylalanine tert-hutyl ester; 

A^-(toluene-4-sulfonyl)-a-methylprolyl-L-4-[N-(2-(N',N'-dimethylamino)ethyl)-N- 
methy Icarbamy loxy ]pheny lalanine ; 
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A'^(4-fluorobenzenesulfonyl)-a-methylprolyl-L-4-(A^,A/-diniethylcarbamyloxy)ph 
alanine rm-butyl ester; 

A^-(4-fluorobenzenesulfonyl)-a-niethylprolyl-L-4-(A^,A^-diniethylcarbaniyloxy)^^ 
alanine 

or pharmaceutically acceptable salts thereof or any of the ester compounds recited 
above wherein one ester group is replaced with another ester group selected from the group 
consisting of methyl ester, ethyl ester, n-propyl ester, isopropyl ester, n-butyl ester, 
isobutyl ester, 5^c-butyl ester and tert-hutyl ester. 



